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Abstract of JP2000247975 

PROBLEM TO BE SOLVED: To obtain a new compound having high safety to important crops 
including rice and soybean, having high herbicidal activity against weeds including Scirpus juncoides 
and Monochoria vaginalis, therefore useful as a herbicide. SOLUTION: This new compound is a 
compound of formula I (Rf is a 1-4C haloalkyl; X and Y are each C, N or the like; X-Y is N=N or the like; 
A is N or CH; Z is O, S or the like; Rg is H, cyano or the like; R1 and R5 are each H or a halogen; R2 is 
nitro or the like; R3 is a 3-8C alkenyloxycarbonyl 1-4C alkyl or the like; R4 is H, OH or the like), e.g. 8- 
[2,7-difiuoro-3,4-dihydro-3-oxo-4-(2-propynyl)-2H-1,4-benzoxa2in-6"yl]-7,8-dihydro-5-trifiuorometh 
ylimidazo[1,2- a]pyrimidin-7-one. The compound of formula I is obtained, for example, by reaction 
between a compound of formula II (R' is a 1-4C alkyl) and a compound of formula III and the like to 
form a compound of formula IV (Me is CH3) which is then reacted with sodium azide. 
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Y(iN = N, CH=CH 

^Wrf-tt^m^Wrf-i^L , Rg(i*^JK^. Any 
ym^mzmy I . R l IJ:*3iJf ^fcte^nyyJS?- 
£3l;bU RSii^KSJI^iJtJi^DyyiS^lrSt. 
U R2<i*#M^, ^ny>JI^ -ho^Sr^t) 
U R3&-0- (C 3 -C 8 ) j/^or^HfJ 
**>U R4ti*SS^. Anyyj®^, -hoifj 
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[fil^Sl] 5$ (1) : 



R3 




X~Y(iN = N. C (Ra) =C (Rb) (Ra, Rb 

mixznm.Lxxmm*. Ao^if. c,-c 4 
Tiv^ivm. c, -c^/to^a. d -c 4 ad7 

'ua, c, -c,r;^;^^-;US, C! -c,r/P 
3=^v^;^-;^ d -c 4 7/u*/Kr$ya, c 
2 -c 6 7;i^-;pa. c 2 -c 6 7/P*-/Pa, c x - 

a, ^y^7$ya, c, -0,7/1^x^7^ 
/pa. Ci -c^/Mr/kx/i^-^a. vy&umt 
tiimmtix^xM^y *->i< (sp i ) a (mm 

Zi\X^Xi>£^7x-)U ( SP 1 ) gfcli, i\ufv 

m?, c l -c^r^ivm. c, -c 4 7;i/:j*va. 

C, -C 4 ^nr;^;PS. C, -C i /\nT>i>a*^m 
$Wt7 x-)l>mz£-?XWMZtlX^Xhi.\^7 
^aSrUfc-f. ) &mb-t. ) . C (Ra) =N (Ra 
JiH5iat|3lttWSi*5rat>1-. ) , N = C (Ra) (R 
atewiiikfflmnimzmfr?. ) . CH (Ra) CH 
(Rb) (RafcJ:^Rb{iMefcIBl«^t*$r^i5 
•f. ) . CH 2 CH 2 CH 2 . CH = CHCH 2 , CH 2 C 
H = CH, NHC (Ra) Rb ( Rat* JtfRbfcHNE 
fcHfifcOSflcfcftfct. ) » C (Ra) (Rb) NH 

(Ranxr/Rbmmtmm^M.mmb-t. ) , c 

(=0) C (=0) . CH 2 C ( = 0) NH, CH 2 CH 
2 S0 2 , C (=0) CH (Ra) ( RalimMtmmo 
WfcZmb-f. ) . CH (Ra) C ( = 0) (Raiim 
Ei:Hllte)«***b"t. ) . C (=0) NH. C ( = 
S) NH. NHC (=0) v NHC < = S> . C ( = 
0) C (Ra) =N (RatiffffBfcHttaXlteftfc 
t. ) , C (=0) C (Ra) =C (Rb) (RafcJ: 
1/RbitmBtmmcom^mb-t. ) . C (Ra) = 
C(Rb)C( = 0) (RafcilXRbJifnetlBl^o 
gl!*£St;frf. ) , N = C (Ra) C (=0) (Rati 

mitnmnwki&b-t. ) . ch (r 3 ) c ( = 
o) nh {Ra&mikm®v)Mmzmb?. > , c 

(=0) N (Ra) C (=0) (RaJifrlSt IBISES 
Ifcfc&b-*-. ) . C (Ra) =NC ( = 0) (Ratif/ 



EfcHlitoWfcfcfWrf. ) , C (Ra) 0 (Rafctflif 
EfcH«W)l»|c*«fcbf . ) , C ( = 0) O. OC ( = 
o) *7t«sc (=0) '**bu 

ZUKSMtff, KSK^. NRc (RcfcWcSBSFF. c 
i -c 4 r;^/PS, c, -CiTivo^z/iiivX-fr 
S. C, -C 4 7rta#^;fr/Mfc^*f-fl'*afcttl 
^tuttj:U7x-;KSP2) a (gj&£ixT 
v^rtJ:v>7xryKSP2) wyyttft. 
c, -c 4 t;p#;«. c, -c 4 7^3*xa£*!tic 

1 -C 4 MDT^;^cJ:oTS^§ixTV^tJ:v^ 
7x^;i/a$r^t>-t) JfcliNNHRc (RcfilulEfc 

RgttzWMFF. AoyvH^, i^rya, c, -c 4 

T)Va*is*})VX-)im. c 3 -C 6 T;^-;W» % c 
3 -C 6 7VW?-/l<£ifcJ±C 1 -C 4 7;H^a£*£> 

u 

R 1 (i*^JS^ ^^.iAoyyja^^Rt. L , 
R SlirtSB^ifctt^nyyM^fcftbU 
R2te*SIKi 1 , Ao^If. ^hoa, v7/a, 

tKu^vrt-a. 7$ 7a. tf^S/ua, f)iVif^i/)V 
fx/Pa, x-^=.;US N MMf-zl^'J^xfcyl, 

"svi^a, c, -c 8 7/Mf/ua, c 3 -c 8 7/kJr- 
>wa. c 3 -c„7;Mrx;wa. Cj -c 4 An7;MrA' 

a, C, -C 4 Tyl-3df yS> C! -C 4 Anr/l/33->- 

a, c 3 -c 8 yNor/w^^a, c 3 -c 8 ;M37/Mf 
Ci-c 4 7v;ua. C[ -C 4 T^;i/^;i^* 
Cj -c 4 7;^;P-j-jJ-a. c 1 -c 4 7/U3df 
x (C,-C 2 ) T)V*)Vm^ -C0 2 (C!-C 4 7;^ 
^)*» -CON (C, -C,T)l>*>\s) 2 m. -CON 
H (C, -C 4 7/Pdf/H -NH- (C! -C 4 7^ 

df;u)», — n (Cj -c 4 77i^^;u) 2 ». -s-co 

2 (Cj -c 4 7;i'^)a > -0-Q-C0 2 (Cj - 
c 4 7;^;i^) a (fit, Qltmahl^i^mim 

®LTV^Tti< < Anyyll^, C, -C 4 7;l/3^r 
i^a. Ci -C 4 7/l^3dfi/*;^-;l^S, x7/S. 
7x-;US» C, -Ct)\uT>V*)Vm^ C, -C 4 7;l^ 
3=fv(C, -C 4 ) 7^3*>a, C, -C 4 7>-^ 

a, c, -c 4 7;i^3^^(c, -c 4 ) Tiv^ivmhh 
wm%m=f-X'W8k%ixx^Xi>X.^c i -C 8 07;W 

*u>mim>i; ) > 7x-;uxf-/ua N -q-co 
2 (c, -c 4 7/u^) a (fiL. Qiifnefcueio* 

l*Sr^-r. ) ££(i-NH-Q-C0 2 (C, -C 4 7 
a (fflU Qtt1JEfcH«^WIc*abt. ) 

R3»i, -0-R11 (Rl l»iC 3 -C 8 v^D7^7- 

-^a. c 3 -C8x;dw-;mc, -c,) tiu 
^/m, yry (c 2 -c 6 ) 7yw=«r/pa. >-7y (7x 
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! s) 2 (C,-C 4 ) T)V*)Vm^ C^-CiTlV^tri/ 
(Cj-C,) 7lV3*i/ (C,-C 4 ) 7lV*)V&, C, 
-C 4 y\nr;P3^-> (C,-C 4 ) 7)l*/m. c,-c 
4 r;wrjdr^ (c,-c 4 ) AorHAi, c,-c 4 a 
nr^a^fy (c,-c 4 ) nvzi^i/ (c,-c 4 ) 
c 2 -c 6 t;u^;u^^ (c,-c 4 ) r>v* 

)Vm. C 2 -C 6 7;Mr-/M-= J fi' (C,-C 4 ) TlV*)V 

a. c,-c 4 7/M-;H-;t (Ci-c 4 ) 7/Mf/ia. 
h (c 3 -c 8 ) >-7D7;W=*;wa, c,-c t 7i/;KC 
!-c 4 ) r/Mf/PS, d-c^MNi/x/M^/p (c 

!-C 4 ) 7iV*)Vm. (C,-C 4 7^3^f^;l/^- 
2 ^<f-;i/a, t'jy^ (C,-c 4 ) 7/Mf^a, 5 
- HJ 7/M-D7 f-yi^- 3-^oo-2-t'J v;Pa. 
(afft$*vtvvttj;^7x-/MSP3) a) 

(EJ&$*vuvct>J;vv7x-/MSPi ) g 
tte. Anyyn^ C, -<V\n7/Mf;ia. C, 
-C 4 7yP^«, C, -0,7^3^$/^, C, -C 4 
?\v7)V3*ism. *9VX)Vfc—iV&^ C, -C 4 7 
A^S^JkfclAS. -boa, tHo+y^ 7 

$7a. ^77a. -o-ch (ch 3 ) co 2 (Ci - 
c 4 7;^;P) at^{i-o-CH 2 co 2 (c 1 -c 4 7 

a) (d-c 4 ) 7iv*)vm. (wuyvovc 

tl^7i^ ( SP 1 ) «tiH?iei:|5l«0«i^«t) 
"t. ) » (««S#iTV>Tt»J:V>7x-/KSP 1 ) 
S) -Q- (C!-C 4 ) 7/l^/U*, (QfcJ:tfS$$ 
tiT v i. J ^7 x -;K s P l ) mtWth. FfflKttS 
Hfc&^fc-f. K Heta (HetatJi&Mfi^l 

Q-Hetl (Qi>J:tfHe tS«UfBt|S|«<OSl*S 
*h"f. ) ) , -NH-R1 1 (Rl lliflf 

EfcW«to#***rV$-. ) . -S-Rl 1 (Rl Hi 

ffl&tffimoxmz&to-t. ) . c 3 -c 8 7/P7-;M- 

4fx^;^-;KC,-C 4 ) T)V*)V&. C 3 -C 8 7/k 
dr^;^Jf>-^;^-;l/ (C,-C 4 ) 7tV*lVm. -N 
HCO- (C,-C 4 ) Ty^/W^f^/l-^KC, 
-C 4 ) 7^/ia. -N (Rl 5) CO- (C,- 
C 4 ) 7)1>*)V** isti)VX-)V ( C, -C 4 ) 7)V*)l> 
S(R15JiCi -Cs7)l*ivm. C 3 -C 8 7;P^- 
)\&* C 3 -C 8 7;l/=*-;ia, C,-c 4 ^n7;^;l' 
C 3 -c 8 /'Nn7;l'-Jr^;ua, C 3 -c 8 y\o7/U^- 
)Vm. C, -C 5 7y/H. *^5;ta. x77 (C,- 
C 4 ) 7>Wf/l/*. C, -C 4 7^3df^ (C, -c 4 ) 
7)V*)i>m % C, -C 4 7/1/3 *x#;Mf:^a£*:*i 
-C (=0) (H^?ilT^Tt.J:V^7x-;KSP 
3) «) « (fit, ^S*lTVvtfc«kVv7x-/MS 
P3) aiifJiBfc|3I«<7)Si*5rSfct. ) S-^hL. R 



/a, c,-c 4 7;Mf^a, c,-c 4 7;^df^ai^ 

R2fcR3tt* (a) (f ) lzljk?£o%^Tm 
Ht2] 




fc> <0 



ftfc, « (a) (f)ORf. Rg, A N X, 

Y, Z. Rl. R4*Jj:tfR5Ufffli:H«0»*** 

R17ii**M?, *Ka. 75 78s C, -C 6 7/P 
*>vm. c 3 -c 8 r;Wr-yua, c 3 -c B T)V*->v 

a. C 1 -C 4 ^NP7;l'^/ia, C z -C^\^i7)V*r-)V 

a. c 3 -c 8 An7;^^;ua, C, -c 6 7x;Pa. 
*;i/$^a. ^y^;«, d-c^pn^a, c 
2 -c 8 7;p^-^^-^a. c 2 -c 8 7/Mr-/M-*j/ 
a. c 1 -c 6 AD7;U34f^a, Ci -c^/i-a*;/ 

(Cj -C 4 ) 7^n*xa, CH 2 CONH 2s CH 

(co 2 - (c,-c 4 7/u*/u) ) 2 a. ch 2 - ( tru 
Vtv) a, c, -c 6 ^o7;^;^;w^-;ua, 7x 
-f>7Ua, Cj-Cjy^DTW/KC, -c 4 ) 7/1/ 
*^a. C, -C 4 7/U3dri^ (C, -c 4 ) 7;u#;w 
a. -Q-C0 2 (C, -C 4 ) 7;l/^a (fit, Qli 
fiiei:l^«OSi*S:«^. ) -Q-CNa (fflU Q 

•iiwai:H«te)»»*«*)'r. ) ^?t(±-Q- (a^s 

^TV^Tt>J;v^7x^./KSP3) 8) a ((IL. Qfc 
J:tfB8l$ivCV">Tk i^j^KSP3 ) atSMie 
tl§l«<7)«i»S-«t>-r, ) £#i;bU 
R2 8fc e t^R2 9ti-?-iX-?'n?!&4UT*«iI^, v7 
7a. ivaYvWf. C,-C 6 7;U^ua. C 2 -C 8 7 

^-r-;ua. c 2 -c 8 7;w^-^a. c,-c,adw 

^f/l-a, C 1 -C 4 7v;ta. C,-C 4 7/P3drv- (C, 

-c 4 ) 7;U3df^a. c,-c 4 7;i-3^xa. c,-c 
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4 7/un*^#/u,-if-/i^ c 1 -c 4 7^n^^ (c,- 
C«) T/Wf/W*. C,-C 4 T/WfiH-J!-S4fcJ4IBi 
SftTWCiJl^x-;!/ ( SP3) S (S&StlTH 

t t j: v*7 x s p 3 ) a {ifriE t mmwmmm 

h-T. ) fcifcfoL. 

fflU * ( a ) <9R 2 8 k R 2 9tfl toJcSMH 1 *)* 

■St. & <b) <7)R28, R2 9iJ«ktfR3 0a«£T* 

&/S?0*§£5:|$# s R2 8kR2 94*Hllc ! Sf-9T» 

aMFFfcftbLTWtiJ:^ 

R3 0 C^CeT;^^*. C,-C 4 ao 

r^a, c,-c 6 aot^;ps, c 2 -c 8 T;U7-- 
rt^a. c 2 -c 8 7;H--/i/a. ^-CgTS^Hi, c, 

*/ (C,-C 4 ) 7/Mf/wa£&bL, 

[000 1 ] 

t^T-ftS. 
[0002] 

4*, *H, /h*. h^oai/, <7;J\ If-MF** 

# < m^awiuM^ftT £ titfm t ixmm 

[0003] 

MIL TE3^3ft4*»^*«^«lfcH*flUII 

[00 04] flUfc. ( I ) : 

[0005] 

[<L3] 




[00 0 6] C**. RfljC r C 4 AD7M/HJ: 
N. C (Ra) =C (Rb) (Ra, Rb«**l-fna 

ALT **«[?, ^nyyif, C, -C.T/Mr/P 
a. C! -c 4 r;P3Jr->s. Cj -c 4 ad7W;p 



a, *$a» r$ya. .x^rha, a^ijwfs^ 
a, c, -c t T)V*iv*DV-#-)vm, c x -c 4 t/ki 

*S^/MfcVl<S. C, -C t T)V*)VT^m. C 2 

-c 6 r^-^a. c 2 -c 6 r;^-;PS, c l -c 

a. c 3 -c 6 7/Mf^r$/a, o^m-*^ 
a, Kfswrs/'*. c, -CiTivwxfry <- 
;ua» c, -c 4 r;w^/wx;w*-;ta, fj^a* 

fc»ifi$$ ftTOTi i ^7 x-/MSP 1 ) a (»& 
$ixTV>TtJ:V^7x^/KSP 1 ) akti. Apyy 
M?. c, -c 4 r/H^a, c, -c 4 r;P3^^a, 
c, -c,ADmyn, c, -c 4 APT;p34r^a 

/WaSrfUrf. ) £H;frt. ) . C (Ra) =N (Ra 
»4WEkH«W)»»**»>t-. ) , N = C (Ra) (R 
attlJEtH««»»fe»b'<-. )-CH(Ra)CH 
(Rb) (RafcitXRbtifriEkiaiaiwa:****) 
■f. ) . CH 2 CH 2 CH 2 . CH = CHCH 2 , CH 2 C 
H = CH, NHC (Ra) Rb ( Rafcitf Rbtefirffi 
kH«0««*«*>-f. ) . C (Ra) (Rb) NH 

(RatiXr/Rbimmtrnm^MM^hi-. ) , C 

( = 0) C (=0) , CH 2 C ( = 0) NH, CH 2 CH 
2 S0 2 , C.( = 0) C.H (Ra) ( Ra{±mfBi:|5|«^ 
S*fc*b-f. ) . CH (Ra) C ( = 0) (RaJiU 

iztmmvMm&h-t. ).c(=oinh, ci= 

S) NH, NHC ( = 0)\ NHC ( = S) , C ( = 

O) C (Ra) =N (R&itimbm^mittb 

) , C (=0) C (Ra) =C (Rb) (Rafci 

VRbm&tmmomm&bt. ).c(Ra> = 

C(Rb)C( = 0) (RafcJ;tfRb,i1ulSt|i|«<9 
KWcSr^b-t. ) . N=C (Ra) C ( = 0) (Rali 

mziimmommz%b-t. ) . ch (Ra) c (= 
o) nh (Raimatmmcommmh-r. > . c 

( = 0) N (Ra) C (=0) (RaBtftBfcRttOS 
Kfcfcb1\ ) , C (Ra) =NC (=0) (RaJiliF 
IBk|a]«c7)«i*5r^-r. ),C(RaJO (RaJiff 

sitrnmomteZih-t. > . c (=o o, oc (= 

O) ttzliSC (=0) 5r*bL. AJiJBRK^ifcJi 

c h srsifc l , z immm?. mm. nr c ( r c 
<i^s^, Ci -c 4 7^;pa, Cj -c 4 r;P3df 

d -C 4 r/U3Jr^*;^-;M-f 

^a^^s^^itT^Tt^v^x-^ (sp2) a 

(S^$nT^TtJ:v^7x^ (SP2) mta. a 
nyys^, c, -c 4 r;pjf;ia, c, -c 4 r^3=¥ 
v-a^^iC, -C 4 VNPT/^;Pa(cJ:oTM^§ix 

TWCiiV^x-^afc^b-t) ^JtfiNNHRc 
(Rctt«IBkR«0»fc*«fcr. ) JrabL. Rg 

Ji^SM?-, Apyyj®^ s i/T7a, c, -c 4 7/u 
34f^/u^-yta. c 3 -c 6 r/U7--^a, c 3 - 
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Rltefr$iWrf-£t:\p\uyyBS.=f-Z$kbl, R5(i* 

a, tuw^)vm. y/i^rba, tKo*x/i^ N 
rsya. *A-$;ua. #;u#*^;ua. t'^/ia. x 

X)Uyr^jum. 7i-/H, Oi/^a. C, 
-c 8 r^^s. c 3 -c 8 r;^^s N c 3 -c 8 r 

;Udf-^, C, -C,/\n7W;H, Ci-C 4 T;P 
n^fva. C, -C^NOT/Pn^a. C 3 -Cg^n 
nv^r-ivm, C 3 -C 8 /NDT;W^fX^a. Ci-C 4 
7^H> C! -C 4 7/Mr/WX^*a/l/£. C, -C, 

7/Mf/Uf-jf-a. c,-c 4 t^3^x (c 2 -c 2 ) 7^ 
*>vm. -co 2 (c,-c 4 r;p^;w)s, -con 
(c, -c 4 t;hsO') -conh (Cj -c 4 r 
/i^/w) a. — nh— (c, -c 4 r;M^> a. -n 

(C, -CtTlV^lV) 2 a. -S-C0 2 (C 2 -C 4 T 
a, -0-Q-co 2 (c 2 -c<T>i>*)U)m 
M1U QtilS**>I.V^^ftco^iiSLTV^Tt«i: 

c /wy>m?. c 2 -CtT>va*i,m. c, -c 4 

-c 4 ;Nn7VMf/ia, c, -c 4 r;U3df>- (c, -c 
4 ) r^rj^a, c, -c 4 r>-rta, Cj -c 4 r;u 
ndf^(Ci -c 4 ) ri^imhi^mmmTx-m 

•f. ) . 7xx;pxf-;t-a, -Q-C0 2 (C, -C 4 7 
;M^)a(ffiU Q{i«?ietl5l«o«i*^i5-t. ) 
£fcJi-NH-Q-co 2 (d -c 4 r;i^;W a (ffl 
U Q(il9iei:[S|«<7)«i«Sr^-t. ) fc*bU R3 
(i, -0-Rll (Rl l{iC 3 -C 8 ^^nr;uyx;i^ 
C 3 -C 8 ^?D7^-^ (C, -C 4 ) T)V*)V 

a, vtv (c,-c e ) r/u^a. i/tj (7i- 

2 (c,-c 4 ) Tfr*/um. c,-c 4 r;unJf^ (c,- 
C 4 ) T)la*y (C!-C 4 ) TVP^a. C,-C 4 a 

or^ndf^ (Cj-c 4 ) r^/pa. c 1 -c 4 r;wa 
(C,-c 4 ) /\o7;WyH, C,-C 4 >'\or;l'3 
<c,-c 4 ) T)V?*i' (c,-c 4 ) r;w^a. 

c 2 -c 6 r;^x^#^ (Ci-c 4 ) r/Mr/wa, c 

2 -C 6 T;^x;^df>- (Ci-C 4 ) T/MfA'S. C, 
-C<T)\>*)Vtt (C,-C 4 ) TA&Mt* *h (C 3 
-C 8 ) i^oT/l^a, C,-C 4 7y;KC,- 
C 4 ) T/Mr^a, Ci -C, T)i>*l\>Z)Vib->V ( C, - 
C 4 ) T/Mr^a. (C,-C 4 r;l/3dfv^;l/^x;U) 2 

f-/wa. e y viv( c , - c 4 ) nv* >vm, 5 - h y 
7;^ny^u-3-^oD-2-ey>-'/wa, <s$ 

$ixTV>Tt>J:^7x-^ ( SP3) a) #/M?x^ 

a. (aM^nTv^Ttiv^^in/Kspi ) at 
ii. ^oyyjs^-, c, -c,ad7/^/h > c, - 



c 4 r/M7wa. c, -c 4 r;t-adr^a, Ci -c 4 a 

oT^a^a. >^yx;w*x;i/S, c, -c 4 r;W 

/a. w/a. -o-ch <ch 3 ) co 2 (c, -c 
4 t;^;w) aii^ii-o-CH 2 co 2 (Cj -c 4 r^ 

atC±oTffia;§*uOvti > ,};^7x-/l'a£fl 
to?)* (l^SixTv^Tt>J;U7xx;K spi ) 
a) (C,-C 4 ) 7/Mr^a. (3HftS*lTV^ 

t>J:vv7xx/i, ( sp i ) mtffl£fcftttas*&&b 
t. ) . («S$HTWtJ:v^x-;KSPi) 

a) -Q- (c,-c 4 > 7/Mf^a. (Qfci^B^$ 

*i"OvctJ:vv7x-/MSPl ) a«iiiyfei:l§H*OS 
fcfcfUrT. K Heta(Hetat.iB^H^2rl 

h&^tt2®£tsztzft®t?&mibz>w*-*m 

m^iis^th 3-6 S^rofiSrflfc-t. ) ifctt- 
Q-Heta (Qfei:^HetafiH!^i:P«<0«l*S 

**>-*-. ) £**>-r. ) . -nh-ri i (ri um 
mtnmomkziitot . > . -s-ri i (ri iu 

®UtmU<r)MSfai$kto?. ) . C 3 -C 8 7/k^-/M- 

df^;u^/KCi-c 4 ) r/u^a. Ca-Csr/P 

dfx;^df^;^-;l/ (C,-C 4 ) T^^a. -N 
HC0- (C,-C 4 ) 7/P*;P:t*v#^*->MC, 
-C 4 ) T;W^a, — N (R15) CO— (Cj — 
C 4 ) T)\r*)V**yii)\,it-)\, (C, -C 4 ) T)V*)V 
a(Ri5{±c 2 -c 6 7/P*;ua, c 3 -c 8 r;^- 
;pa. c 3 -c 8 7/i^— ;l/a. c 1 -c 4 y^oT;^^;^ 
1, Cs-CeAnm-zH^ C 3 -C 8 >'^aT;^^- 

^a, Cj -c 6 r^a, *;us;pa, ^tv (c,- 
c 4 ) r;^;ua. c, -c 4 r;P3df^ (c, -c 4 ) 
r;Pdf;l/a, C, -CtTiVa^istiivX-fV&ttztt. 
-C (=0) (B^^iiTV^Tt J:V^7xX;KSP 

3) a) a (fiL, w&zixx^xhx.^y x.-)v <s 
P3) »imEtra«^)»«***"f.") *»bL. R 

4ii*3MFp. Auyvn^p. - boa. TKKa. rs 
/a, Ci-c 4 r;^;ua, c,-c 4 r^3dfxa*^ 

»iy;^7'ha2:^i?L. R3 J: R4li&§SI, M 

mm?zmizitttzbiimb?&mtok&^ 
it^mm^i^ti 5^6mm&.ix^xi x 

<. R2i:R3Ji5Si (a) frt> ( f ) iZ^tiio^T 

[0007] 
Ht4] 
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[0 0 08] * (a) (f ) (ORf , R 

g, A, X, Y, Z, RI, R4*Jj:^R5{imfei;|5| 

mmmmhi. ri7«:;wmfj\ *mm. rsy 

& c, -c 6 r/Wf;ua, c 3 -c 8 7/k>--/U£, c 
3 -C 8 7;Mf-/PS, Ci-C 4 y\nr^;US, C 3 - 
c 8 ad7;^zm, c 3 -c 8 ;M3T;Mf^/>S, c 
i -c,r^;P«, #^5;Hk 'O-VM/WS, c,-c 
6 7*/W3*>-», c 2 -c 8 7;w^M-*^s, c 2 -c 

1 -C47;k3^>- (Cj -C, ) T/l^i'S, CH 2 
CONH;, CH (C0 2 - (C I -C 4 TA^p^) ) 
2 S, CH 2 - (fjx/l^g, C, -CsVNnT^P 

7iti/;H. C 3 -C 8 y?nrM* 

(c, -c,)T;i/^a, c, -c,r^adfv- (c, 
-c 4 ) r^/ws, -q-co 2 (c, -c 4 ) r;pdf 

>U»(fflL, Q<imEi:R««omi»«-*i5i-. ) -Q- 
CNS (fflU QJ4WE4:H«oa)***fo-r. ) ifc 

»)S(fll. QfcJ:tfS$$*vOv-ciJ^7x:i/P 

( s p 3 ) smriet n^Ew&^-r. ) $-^t> 

U R2 8fcJ:^R2 9(i'!-^mfciLT*«ffi : i 1 , 

j^rys. Aoy>aK^ H c,-c 6 r^;ua, c 2 - 
c 8 7/i^-/i/£, c 2 -c 8 7VMf-;P£, Cj-c^n 
n7;K;«, c,-c 4 r^/wa N c,-c 4 r;i/3Jf^ 

(c,-c 4 ) r;W3dfx». c 1 -c 4 r;i'3df^s, c 
,-c 4 r/P34r^^;^-yPS, Ci-c 4 r;U3^f^ 

(c,-c 4 ) 7;P*/!/g, C\-c*T)V*)V+*m&tz 
U:H»3;fvOvct>J:vv7x->l/ (SP3) S (M$£ 
<vCwctJ:v»7x:yM s P 3 ) SfcffifBt fmm. 
W&mh?. ) MfcbU ML. sUa) <0R28iR 

2 9#i: ifc#JMFPO*&i: „ # ( b ) OR 2 8 , R 
2 9fcJ:tm3 0#:£T*£JK?Oi§££6fc$, R28 

<, R3 0tt**ISFf\ C,-C 6 T^/PS, C,-C 4 
/\V7iy)Um. C,-C 6 AoT/P=>f/PS, C 2 -C 8 7;U 



C 1 -C 4 T;W3dfv^ £ C , - C 4 7^3 

(C,-C 4 ) 7/Mf/U*fr*fcU fit,, Clil^tf) 

[0009] 
[00 10] 

[»»«Wt<0««] *(!)+, R f b LXitC F 3 . 
CF 2 C1, CFjH, CFCIH, CF 3 CF 2 , ttti. 
CF 2 C lCFj^Wfeii. *F4 L<{iCF 3 *WS> 

[00 11] Rgb LTJiH, F, CI, Br, C = 
N, C0 2 Me, CH 2 CH = CH 2 , CH 2 C=CH, M 
e, Et, Pr, i s o-PrifcttButfWfetU 
*F* L < tt H * fctt F *W^>*ll> . 

[0012] Zfc LTJiK^^s BSStlS^s NH, N 
Me, NEt, NPr, NBu, N-tert-Bu, 
NC0 2 Me, NC0 2 Et, NCH 2 C0 2 Me, NCH 
2 C0 2 Et,NPh, N- (4-Cl-Pheny 

1). N-(3-Cl-Phenyl), N - ( 2 -C 

1-Pheny 1 ) , NNHMe, NNHEt, NNH 
Pr, NNHBu, NNH-tert-Bu, NNH- 

(4-Cl-Phenyl) , NNH 2 , NNH- (3 
-Cl-Phenyl), NNH- (2-C 1 -Phe 
ny 1 ) , NNHCH 2 C0 2 Me, NNHCH 2 C0 2 E 
t, NNHPh, NNHC0 2 Me£jtliNNHC0 2 E 

[00 1 33 AkixiicH&tzttwmft>ti. m 

[0014] X~Yt UT(iN = N, CH = N, N = C 
H, C (C 1 ) =N, N = C (C 1 ) , C (Br ) = 
N, N = C (Br ) , CH=CH, C (C 1 ) =CH, 
CH = C (Cl),C(Br)=CH, CH = C(B 
r) , C (Me) =CH, CH = C (Me) , N = C 

(Me) , N = C (Ph) , C (Me) =N, C (P 
h)=N, C (Et) =CH, CH = C (Et), C 

(Pr) =CH. CH = C (Pr) , CH 2 CH 2 , CH 
2 CH (Me) , CH (Me) CH 2 , CH 2 CH (E 
t), CH (Et)CH 2 , CH 2 CH (Pr) , CH 

(Pr) CH 2 , CH 2 CH 2 CH 2 , CH = CHCH 2 , 
CH 2 CH = CH, CH 2 C (=0) NH, CH 2 CH 2 S 
0 2 , C (=0) C (0 = 0) , CH 2 C ( = 0) , (C 
= 0) NH, (C = S) NH, NHC (=0) , NHC 

( = S) , C (=0) CH = N, C ( = 0) CH = C 
H, CH = CHC ( = 0) , N = CHC ( = 0) , CH 
2 C (=0) NH, C (=0) NHC (=0) , C ( = 
0)N(Me)C( = Q), CH = NC ( = Q) , CH 
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2 0. C ( = 0) O, OC (=0) % SC ( = 0) 4fc 
liC (=0) SWWfbtl* #£L<liCH = N. N = 
CH, CH=CH, CH 2 CH 2 . C (CH 3 ) =CH > 
C (C 2 H 5 ) = CH. CH = C (CH 3 ) , CH = C 
(C 2 H 5 ) % CH (CH 3 ) CH 2 , CH (C 2 H 5 ) CH 

2 , CH 2 CH (CH 8 ) . CH 2 CH (C 2 H 5 ) , C (C 
H 2 CH 2 CH 3 ) = CH, £fcJiCH = C (CH 2 CH 2 
CH 3 )W^ S Steffi L< liC H = CH*«* 

lf£*lSo 

[0 0 153 RlfcLTJiH. CI, F, Br. *fc|i 
UWtfhtl. m L<liH, C 1 , tMiFmifb 

[0 0 16] R5 t LTtiH, C 1 , F&fc\tBrtffi 
tfbtl. #4L<liH*Wf fcft*. 

[00 17] R2fc LTIiH, CUF.Br, I,C 
N, CSNH 2 , CONH 2 . C = CH. C = CSiMe 

3 . CH = CH 2 , Me, Et, Pr, i so-Pr, O 
-Me, O-Et, S0 2 NH 2 , OCH 2 C0 2 Me, O 
CH 2 C0 2 Et, OCH 2 CH 2 C0 2 E t , CF 3> CF 
2 CF 3 , CF 2 C1, CF 2 H, CF3O, N0 2 , HCF 
2 0. C1CH 2 , B r CH 2 . SMe, S0 2 Me, O 
H. SH, NH 2 , CHO, C0 2 H, C0 2 Me s C0 2 
Et, CH 2 CN, NHMe , NM e 2 . OCH 2 OM 
e, OCH 2 Ph x OCH 2 (4-Cl-pheny 
1). OCH 2 (4-Br~phenyl), OCH 

2 (4-Me-phenyl) , OCH 2 (4-C 1 - 2 
- (OCH (Me)C0 2 Me) - phenyl), O 
CH 2 (4-Me-2- (OCH (Me) C0 2 Me ) - 
Phenyl). OCH 2 (4-C 1 -2- (OCH 

(Me)C0 2 Et)- P henyl), OCH 2 (4- 
Me -2- (OCH (Me) C0 2 Et) -pheny 

1 ) , 0CH 2 (4-E t-2 - (OCH (Me ) C0 2 
Me) -phenyl ) , OCH 2 (4-Et-2- 

(OCH(Me)C0 2 Et)-phenyl), OC 
H 2 (4-Pr-2- (OCH (Me) C0 2 Me) -p 
heny 1 ) , OCH 2 (4-Pr-2-(OCH(M 
e)C0 2 Et)-phenyI), C = CPh, CH 
= CHC0 2 Et, NHCH 2 Ph, NHCH 2 (4-C 

1-pheny 1 ) , NHCH 2 (4-Br-phen 
y 1 ) . NHCH 2 (4-Me — pheny 1 ) , NH 
CH 2 (4-CI-2- (OCH (Me) C0 2 Me ) - 
Phenyl). NHCH 2 (4 -Me -2- (OCH 

(Me)C0 2 Me)-phenyl), SCH 2 Ph, 
SCH 2 (4-Cl-phenyl). SCH 2 (4-B 
r-phenyl ) , SCH 2 (4-Me-pheny 

1 ) , SCH 2 (4-C 1 -2- (OCH (Me ) C0 2 
Me) -phenyl), SCH 2 (4-Me -2- 

(OCH (Me ) C0 2 Me ) -phenyl), OC 
H(Me)C0 2 Me. OCH (Me) C0 2 E t, NH 
CH 2 C0 2 Me, NHCH 2 C0 2 Et, SCH 2 C0 2 M 



e£WiSCH 2 C0 2 Ettfmfhtl. *?£L<liF, 
CI. Br, I. CN, NO t 4fcliCSNH 2 *W4> 

[0018] R3t LTIi, OCH 2 SMe, O- (t 
etrahydrof uran-3-y 1) , O- 

(2, 3-epoxypropyl) , O- (3-C1 
-5-CF 3 -2-py r i dy 1 ) , OCH 2 OCH 2 
Ph, O — (tetrahydrof uran-2-y 
1 ) , OCH 2 OCH 2 CH 2 OMe. OC ( = 0) (4 
-MeO-Pheny 1 ) . OC ( = 0) (4-F-P 
henyl ) , OCH 2 - (tetrahydrofu 
ran-2-yl), OCH 2 -(2, 2-dimet 
hy 1-1, 3-dioxolane-4-yl),0 
CH (CH 2 OEt) 2 , -OCH 2 - ( t e t r ahy 
dropyran-2-yl ) , OCH (C0 2 E 
t) 2 , OCH 2 - (2-f ury 1 ) , OCH 2 CH 2 0 
CH = CH 2 , OCH 2 CH 2 SMe, O- (2-cyc 
lohexen-l-yl), OCH 2 CH 2 OCH 2 C 
H 2 C1. OCH 2 CH 2 OCH 2 CH = CH 2 , OCH 2 C 
H 2 OPh, OCH 2 CH 2 0- (2-Cl-pheny 
1 ) , OCH 2 CH 2 OCH 2 CH 2 OMe. OCH 2 CH 2 
OCH 2 CH 2 OCH 2 CH 2 C 1 , OCH 2 CH (Me) 
OPh, OCH (Me) CH 2 OPh, OCH 2 - (te 
trahydrofuran-3-yl) , OCH 2 C 
H 2 CH 2 SMe, OCH 2 CH 2 OCH 2 CH 2 OEt, O 
- (indan-2-yl) . O- (indan-1- 
yl ) , O— (tetrahydropyran-4- 
y 1 ) , OCH (CH 2 C 1 ) CH 2 OMe, OCH 2 - 

(2H. 3H-benzo[e) 1, 4-dioxin 
-2-y 1 ) , OCH 2 COMe, OCH 2 COE t. O 
CH 2 COPr. OCH 2 - (2-pyridyl) , O 
CH 2 -(3-pyridyl). OCH 2 - (3 -me 
thyloxetan-3-yl) . OCH (Ph) C 
sN, OCH (Me ) C = N, OCH (Et ) C = N, 
OCH 2 - (eye lohex-3-enyl) . OC 
H (Pr) C = N, OCH (Me) COMe, OCH 

(Et)COMe, OCH(Pr)COMe, OCH 2 
CH 2 S0 2 Me, OCH (Me) COEt. OCH (M 
e ) COP r , O- (eye 1 ohexan-l-on 
e-2-y 1 ) , N (COCF 3 ) CH 2 C = CH, N 

(COPh) CH 2 C = CH, NHCOCH 2 OC ( = 
O) Me, N (COCH2OC ( = 0) Me) CH 2 C = 
CH, C0 2 C (Me ) 2 C0 2 CH 2 CH = CH 2 £fcli 
C (=0) NHCH (Me) PhtfWfktlh. 

[0 0 19] R4t LTIiH, F. C 1, Me, Et; 
Pr, iso-Pr, MeO, EtO, PrO, N 
0 2 , NH 2 , NHCO-te r t-Bu, CH 2 C (M 
e) =CH 2 , CH 2 CH = CH 2 , CH 2 C = CH. 2, 
3-xjJf^S/-2-^f-;prne;U*fcli2, 3-X# 
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hill. R4#*2, 3-xtf*S/-2-*+)V7 
ntr;UifeJ4CH 2 C (Me) =CH 2 ^t#(i. R3fc 

[0020] R2iR3teS£^VvuvciJ;<, <£<7) 
*§£-R2— R3-te-OC (R28) (R29)C 

(=0) N (Rl 7) -OC (=0) N (Rl 7) 
-> -N=C (R28)C(=0)N(R17)-. - 
OC(R28) (R29) S0 2 N (Rl 7) -. -O 
C (R28) (R29) C (=NCH = C (R17) 
-) -N- s -SC (=0) N (Rl 7) -4fcli-N 

(R30)C(R28) (R29) C (=0) N (Rl 
7) mt<te. -OC (R28) 

(R29)C( = 0)N(R17) 

[0021] Rl 7 b lXliaT<rfcM&tmft>tl 
So Me. Et, Pr. iso-Pr s Bu, sec- 
Bu, iso-Bu, H. NH 2 . OH, CH 2 CONH 
2f CH 2 cyclo-Pr N CH 2 CO z Me. CH 2 C 
0 2 Et. COMe, COEt. COPr. CO- is 

0- Pr, COBu, CO-tert-Bu, CO-c 
yclo-Pr, COCP 3 , CH (Me) C0 2 Me. 
CH(Me)C0 2 Et. CH 2 Ph. CH 2 -(2-C 

1- Phenyl) 4 CH 2 -(3-Cl-Pheny 
1) . CH 2 - (4-Cl-Phenyl) . CH 2 ~ 
(2-pyridyl), CH 2 - (3-pyridy 
1) . CH 2 - (4-pyridyl) . CH (C0 2 E 
t) 2% CH (C0 2 Me) 2 . OPr, O-i so-P 

OBu, O-tert-Bu, OCH 2 CH = C 
H 2 . OCH (Me ) CH = CH 2s OC (Me ) 2 CH 
= CH 2 , OCH 2 C = CH, OCH (Me) C-CH. 
OC (Me) 2 C=CH. OCH 2 CH 2 CH 2 F. OCH 
2 CH 2 F. OCH 2 CH 2 CF 3 , OCH 2 CH 2 CH 2 C 

1 , OCH (CH 2 F) 2 . OCH 2 OMe. OCH 2 OE 
t. OCH 2 CH 2 OMe. OCH 2 CH 2 OEt. OCH 
2 CH 2 0CH 2 CH 2 0Me. CH 2 CH = CH 2 , CH 2 
C = CH, CH 2 C = N, CH 2 CH 2 F, CH 2 CH 2 C 

1. CH 2 CH 2 CH 2 F. CH 2 OMe. OMe. OE 
t s C H 2 O E t N CH 2 CH 2 CH 2 C1. CH 2 CH 2 C 
H 2 CH 2 F. CH 2 CC1=CH 2 . CH 2 CBr=C 
H 2 . CH(Me)C = CH, CH (Me ) CH = CH 2 
*7t(±CH (Me ) C = N. 

[0022] R28fcJ:t/R29t LTUt, *tl?im 

& lt m<nmmmwt>tih . h, c=n. f. c 

1, Br. I. Me. E t . P r . iso-Pr, B 
u . sec — Bu, i so-Bu, tert-Bu, C 
H = CH 2 , CH 2 CH = CH 2 . CH (Me) CH = C 
H 2 , C (Me ) 2 CH = CH 2 . CH (Et) CH = C 
H 2 . C = CH. CH 2 C = CH. CH (Me) C = C 
H. C (Me) 2 C = CH, CH (Et ) C = CH N C 
H (P r ) C = CH. CF 3 , CF 2 C1, CH 2 C L 



CH 2 F. CHF 2 . CH 2 CF 3 . CH 2 CH 2 CH 2 F, 
CH 2 CH 2 F, CHC 1 2 s CH 2 CH 2 C 1 , CH 2 CH 
2 CH 2 C 1. COMe, COEt, COPr. CO-t 
ert-Bu, OMe . OEt, OPr. O-iso- 
Pr. OBu, O-i so-Bu. 0-sec~Bu. 
O-tert-Bu, C0 2 Me. C0 2 Et. C0 2 P 
r. CO z -iso-Pr v C0 2 -tert-Bu, C 
H 2 OMe, CH 2 CH 2 OMe. CH 2 CH 2 OE t , O 
CH 2 OMe, OCH 2 CH 2 OMe, CH 2 SMe. P 
h. 2-C I -Ph. 3-C 1 -Ph. 4-C1-P 
h s 2-F-Ph. 3-F-Ph, 4-F-PhifcJi 
4-Me-Ph, 

[0023] R28fcR29*M«fc*ofc*£. 

[00 24] R30fc LTliH. Me. Et. Pr. C 
H 2 CH = CH 2 , CH 2 C-CH. CH (Me) C = C 
H. COMe. COEt. COPr. CO-tert- 
Bu. C0 2 Me. C0 2 Et. CH 2 OMe. CH 2 OE 
t. CH 2 CH 2 OMeifcJiCH 2 CH 2 OEt*«^tffe 

[0025] R3tR4im*%^Z^Xi>£<. 

-R4-R3-fcLTI4-CH = CH-CH 2 - 
0-. -CH = CH-0~. -CH 2 CH 2 0-. -O- 
CH = CH-. -0-CH 2 CH 2 -. -CH = C (M 
e) -O-. -O-C (Me) =CH-. -0-CH 2 
C (=0) N (CH 2 C=CH) -OCH 2 C ( = 
O) NH-. -CH 2 S0 2 NH-. -CH 2 S0 2 N (C 
OMe) -. -CH 2 S0 2 N (CH 2 C=CH) - 

0 (C = 0) N <CH 2 C = CH) -. -S-C (M 
e) =N-. -O-C (Me) =N-. -S-CH = N 
-. -0-CH = N-*fc»i-0-C (Me) 2 -0- 

1 0 0 2 6 ] 1C*mi^imT<nW*t:%bt. 
Me : CH 3 

E t i C H 2 C H3 

Pr : CH 2 CH 2 C H 3 

iso-Pr:CH(CH 3 ) 2 

eye l o-Pr : CH (CH 2 ) 2 

Bu : CH 2 CH 2 C H 2 CH 3 

s ec-Bu-: CH (CH 3 ) C 2 H 5 

i s o-Bu : CH 2 CH (CH 3 ) 2 

tert-Bu:C(CH 3 ) 3 

c y c l o-Bu : CH (CH 2 ) 3 

Pn : CH 2 CH 2 CH 2 CH 2 CH 3 

cyclo-Pn:CH (CH 2 ) 4 

i s o-Pn : CH 2 CH 2 CH(CH 3 ) 2 

ne o-P n ; CH 2 C (CH 3 ) 3 

cy c l o-Hex : CH (CH 2 ) 5 

t e rt-Pn : C (CH 3 ) 2 C 2 H 5 

Hex : (CH 2 ) 5 CH 3 
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Hep : (CH 2 ) 6 CH 3 
Oct: (CH 2 ) 7 CH 3 
Ph, Phenyl :C 6 H 5 
4-Cl-Ph:4-Cl-Pheny 1 

x. ±msm. ^m>mco^i £ ti<Dmmijmiztt>^x 

4Z**?X* (Solatium nigrum) , ^s^^yT^ 
(Datura stramonium)^(Cft*$^S^X?4 (Sola 
naceae) WW. 4 f*b* (Abutilon theophrasti ) s 
Vi]*V3itil (Sida spinosa) miZitmtl&T*4 
f4 (Malvaceae)^. ~?}W<Ty-tf$ (Ipomoea purpur. 
ea) ^(DT^/f^m (Ipomoea spps.)^b;^^ (Ca^ 
lystegia spps. ) mzimZtl&t}l<tf$m (Convolvu 
laceae) WW. 4 7b*x (Amaranthus lividus) , T$ 
bx (Amaranthus retroflexus) mzft£2tl& bxf4 

(Amaranthaceae)it^ (Xanthium pensylvan 

icum) % 7??*? (Ambrosia artemisiaefolia) „ t7 
•7U (Helianthus annuush X5r? (Galinsoga 

ciliatah 3 hYT^f 5 (Cirsium arvenseh J 
ifsU*Z? (Senecio vulgaris) „ b^^g> (Erigeron 
.annus) mzftfk2tih*?m (Compositae ) WW. A 
^iiv'y (Rorippa indica) s y^y/fyi^ (Sinapis 
arvensis) N ~FXi~ (Capsella Bursapastoris) ^fcft 
tkZtl&T77l-n (Cruciferae) WW. M9r (Po, 
lygonum Bluraei) „ V/<%Xy (Polygonum convolvulu 
s)^^fta^nS^rf4 (Polygonaceae) WW. X^U 
bx (Portulaca oleracea) HKft* £ ill> 0 bx 
?4 (Portulacaceae)$£^ xuif (Chenopodium albu 
m)., =JT^if (Chenopodium ficifolium) , Tft^^f 

(Kochia scoparia)^Cft^£ftl>7#iff4 (Chenopod 
iaceae) WW. ^aK (Stellaria media^Cft^ft 
Stfy3f4 (Caryophyllaceae)Jfi^ tfjM 7/7/ 
>J (Veronica persica) m^^tlh^ J 

(Scrophulariaceae) WW. Vx?-t (Commelina conrn^ 
unis) mzR%.ZtihV3-9+m (Commelinaceae)Jg 
W. * h^yif (Lamium amplexicaule) „ b^^KUn 
V> (Lamium purpureum) ^tft*S<XS2/Vf4 (Labi 
atae) axx^yi} ( Euphorbia supina) , 

«x^rV^ (Euphorbia maculate) ^ftSSftl) 
fAf^m (Euphorbiaceae)JS^. -\>X2>^7 (Galium 

spurium) . (Rubia akane^lCftiSSf'lSrtf 

^?4 (RubiaceaeJJg:^ .XSU (Viola mandshurica)f£ 
fcftf<S*U>X$Uf4 (Violaceae)J8m. TXVXV/ 
(Sesbania exaltatah Xt'X^*»f (Cassia q 
btusifolia) mzRmZtl&~?xm (Leguminosae)&? 
^(DJKm&W (Broad-leaved weeds) % »£y/k#A 

(Sorgham bicolorh ^^-f^b* (Panicum dichotom_ 
iflorumh /ayyy^ (Sorghum halepense), A 
7bX (Echinochloa crus-galli var. crus-galli) s 
b^^3fb'x (Echinochloa crus-galli var. praticol 



a), ^tgb'X (Echinochloa utilis) s ^tyA (Digi 
taria adscendens) „ JjyXJ**? (Avenafatua) „ :tb 
(Eleusine indica), xynn/t (Setaria viri 
dish X^/f 7^ (Alopecurus aegualis)^£ft 
0:£tl&4 (Graminaceous weeds) „ J\?XY 

(Cyperus rotundus, Cyperus esculentus) ^tftlft? 
tlh*W)?+ftmW (Cyperaceous weeds)^#» 
(Cropland weeds) tflaH|-C*V«**fc* 

[ 0 0 2 7 ] X. TkfflfflB&lLjfflfc LTffl*T<0±«S!UI 

^ffi (Alisma canal iculatum) , ^^fil (Sagittar 
ia trifolia) x _ (Sagittaria pygmaea) ^Kft 

a*<I***^W (Alismataceae) 3t$ N 9*1$*y 
'J (Cyperus difformis) N SX^f^yy (Cyperus sero 
tinus), i)r»?)V<i (Scirpus juncoides)^ ^n^7^f 

(Eleocharis kuroguwai ) ?ffcft*$<lS*^7 y ^U" 
f4 (Cyperaceae) T-tff' (Lindernia pyxidari 

a) mziWkZtl&3-?SJ\y^ (Scrothulariacea 
e) a<f*f (Monochoria vaginalis) IffcftSiS 

tl&iXTXAm (Potender iaceae) b;PA^n 

(Potamogeton distinctus) ^iZit^tlh i/n 
f4 (Potamogetonaceae) *tii'7*)r (Rota la ind 

ica)^tCft*$tl4 5yA^ (Lythraceae) WW. 9 
A 7bX (Echinochloa oryzicola), b^^>f ^ bx 

(Echinochloa crus-galli var. formosensis) , 4i?b 
X ( Echinochloa crus-gal 1 i var .crus-gal 1 i ) WW 

*mWW (Paddy weeds) (CffiRft-CX^MB* 

[0 028] $Mz*WMkm<r>bhi>Mi, m& 

[0029] *5KWb^«rtiMitf^^-A 1 1 5 
t*1^r?£ t J: oT^-f & ^ b h (X^f-JM 
rt^lS^Z, A. Ra. Rc, Rf. Rg&itfRl 
-R5lifflEf:R*oai*Sr*L, R' fcil/R" {if 
Mttf&SLLXCx -C 4 T;^l«Sr*t, Ha Hi 
AnyyjR^«r«U. ntt2*4V^i3^ffiR*«fcb 
-To ) 

[0030] 

[fb5] 



R1 R3 




A=N,Z=0> 

[00 3 1 ] 

lite] 




[0032] 
Ut7] 
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[0033] 
Ut8] 




Ra 

fc*.R,=H.Z=0> 



[0034] 




A=H Rg=H 2=0) 

3) 

[0035] 
HfclO] 




(I.Z=0./tU. Rj^tO <I.Z=S.teN.R^CN> 



[0036] 
[ftl 1] 



(?ll))00-247975 (P2000-24797 5A) 




(24-i.l 0) 



[004 2] 
HK17] 
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0 

Jl i M h.i-o*cooi ,, , 



K3 



A=N, 2»0> 



Clt-CltSCfeT 
or 



I J >» 




I 1 



(J:X Y— C<=O)C(=0>. 

A=N, Z-0) 



(I :X ~~Y — C^HbSOb. 
A=HZ=0> 



[0043] 
UtlS] 



o Vr" 2 0 VY* 



<J:X ~~ Y — OfeC<=0)NH, 




(hX — Y CfcOMH, 

AfN,Z=0) 



<I:X ~~Y — C(=0)Ctt=N. 
/*N,Z=0> 



RD 

Rl^^k^R* 



(VI) 




<| : X Y C<=0>0. 

fPK Z=0> 



[0045] 
[ft2 0] 

R3 

R'^^V^RI 
II I R4 Hal-CfeCHO 



RS 



Si 



<I:X — Y — — CH=CH. 

ArCHZ=0) 




1) *n^>u<t 



Rf M CffeKlt 



GOV I) 
U4-2»1 4) 



[0044] 
[fcl9] 



[0046]" 
[ft2 1 ] 



M R5 



R3 

Rl^^N^Ri 



RRXH =0<OEd» R*" "Hy 
'I I) J[ 



<I:M — Y teCH. 

ArCH.Z=0.Ri=lO 



6) 

[0047] (^-JM)7Sy^nhyBx^ 
f$g* (ID t7x-;HV^^t-hPft 
(III) £&S?)#*ET. *«tt«««?RB3tf. 
2->;u*7"heuss/'y«SI* ( I V) 
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[0 0 48] ik&Vn (I I ) tt, J. Org. Che 
m. ,21,. 1358-61 (1956) ;J. Het 
erocycl. Chem. , 513(1972) ; Z 
hur. Org. Kim. , 2 2 (8), 1603-9 

(1986) ; 8RPF5-14 006 0-f&#S3r£*# 

<b£ft (in) fittfftf-srxyy 

MftHSand! e r, S. Ft. , Karo, W. 
"Organic Functional Group 
Preparations" Academic, Ne 
w York, 1968, Vol. 1, pp312-3 

1 5 izimn-xmzw txmmtt z t & . 

[0049] fc&lto (IV) fcflitf 5;*f7W}fflK>3 
^-(b^ f7U9j: 0 t£T)V* )ViW) ( T)V*)Vb L-TM 
e . E t «rlf*tff4 U>)t JgffiKETKlCS-frS C t 
t J: *) , W*tf . 2 - * *;M/Mr7 htry 5 s^Bi* 
ft (V) fc-&ft (V) fcflUtf. Si&b 

X 2 vx/iofc^tr D 5 i-'yf^ft (VI)a^ 
^ t & . ftgfc (vi)* r^t m; •> 

*>JtVi. ) fcSOSStL *&#(b£ft ( I : X-Y-N 
= N, A = N, Z = OW^) *£j*TS*. 

[00 5 0Hb£ft (vi ) &Ty*-Tb&\,Vi.Wfflt 

(VIl)v £fct K5S>yfcEJ63-£2-tK5j; 
y ey s >-*yl$«ft (viii) ^t-eft-msK 

coo5i]fflL. %.mmm<?&ztiz£<o^ it 

■oft (vi) offcbDKMteft (V) Sfflv^Tft^ft 

(VI I), (V I I I ) £Mt ( I : X-Y-N = 
N. A = N, Z = 0^) fc^SW* 4. 

U*-A2Mt£ft (VI I I) *. fltf.tf "Com 
prehensive Heterocyclic C 
hemistry" Vol. 5, Part4A, 890 
(ciem$ixT^S^rffiS:##(cLT, */l/hxxf/H8 

»*fcat>S-tt*JMBfl:^* ( I : X~Y-C (Ra) 
= N, A=N , Z=Off)t%£) 
[0052] -(toft (VI I ) * C h e m , Pham. 
Bu 1 1. 40.(1) 2 35-2 37 ( 1 992) ftfc' 
£&%l,ZJ\nys 7-fe hT^ft Kx'r;^^T-fe^- 

*Lv\ ) fcRJS$-£#&0JHb£ft ( I : X~Y^CH 
= CRa, A = N. Z = 0«i§-£) t **Htt. 
8JHb£ft ( I : X-Y-C (Ra) =CH, A = N, Z 

(X*-A3 ) X-Kf-jj-^UT ( IX) t^)Ui)U7 

— y ymmft ( x ) frtofT-vymmw (xd *\t 
m<. sfetft^m (xi) ^/s-^hsxxf;^^ 

ft (XI I ) fcHe 1 vet i ca Chimica 
Acta, Vol. 59, Fasc. 4 (1976) p 



p 1 2 o 3 - 1 2 1 2%wziffl<Diimimizix* 

$& B JHb£ft ( I : X~Y-CH 2 CH 2 , A = N, Rg = 

h. z=o<^&&) zm>zktfx'*z. 

[0053] **A>X)i>i!Tym&ftr>tzl . 2. 4- 
MJ7V-A' (XIII) fc4$yV-;W (XV) * v 
**i«i*^S^T-Uyaw* (X) iKl63itfb£ 
ft (xiv) t (xvi ) *G&tiztlfiV*l. m 

ztit>t, &-yy3LXT)vwm (xi i ) 

(I :X~Y-N=CRa, A=N, Rg=H, Z=0 
tS*V*Wntt&® ( I : X~Y^C (Ra) 
= CHand/orCH=CRa, A = N, Rg = H, 

tt. (XI I I ) ^ (XV) <DMeS££SHbU Me 

(X3r-A4) -fb-^-ft ( I : Z = 0, A=N, Rg*C 
no*&) SrSKE-fb'J y ( P 2 s 6 ) &av^jo-yyft 

KLawesson' s Reagent : 2, 4- 
bis (4-methoxypheny I ) -1, 3- 
dithia-2, 4-diphosphetane- 
2, 4-disulf ide)i H*>fcf-:t;!r;Mfcyk 
ftfflfcRiBS-eWHBfll^ft ( I : Z = S. A = N, R 

( Xdf-A 5 ) it^m (VI) tTy'J xy*^PI?L 
fcfc£tt (XVII)*, J . Org. Che 

m. , Vol. 39, No. 24, 3508 (197 
4 ) & fc'(0*ffi*##C LT 3 ^fli-f r 'J V>te 
a^fl^y^AfiPUnFRlSS-WtffiilHt^ft ( I : X- 
Y^CHj CH 2 , A = N, Z = 0<0*§£) 
6. 9l*«*aS=5«Mail. Mil®, NaOCl, 
ddq, jgvy^>S5^y>AS>i,v^±^D7-;Kc 

h 1 o r a n i 1 ) &fc**ffl^f|B|Ht£ft ( I : X~ 
Y-CH = CH. A = N, Z = 0O%^) ^t«<^t 

(Xdf-A6) YAKUGAKU ZASSHI, 94 
(12)pp1503-1514(1974) Kt'lZM 

mmmzmiz ix . ft^ft (vi ) >rs /r^^ 
-^«tOf#Wdb^ft (xvi 1 1 ) *, Jg-fb^- 
A'hW*i**5<Wk , )ykfU6% J t* ib-^ft (xi 
x) c*i*«f«itfDBU, try^'y, koh, 

■aft ( I : X~Y->CH 2 CH 2 orCH 2 CH 2 CH 2 , A 
= N, Z = 0, n = 2or3<0*§£) Z'&hZttfX* 
I. 

[0054] *&U&zm»hT 5 J 7)Vn-}\,<r)9mW. 
*{f ^^^b-^ftOX-Yco^ + V >&MHzWS UzW. 

®&m\?zzttfx'*z>. 
(xdf-A7 ) -fb-^ft (vii) *Aoyy:rntM/7 
;i-rt H y'T^^T-fe^-^ (Aoyy(iJi^, * 
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% ( I : X~Y-CH 2 CH = CH. A = N, Z = Oc7) 
*4Wi*JWHfc£ft ( I : X-Y-CH = 
CHCHj, A = N, Z=0OJ^) t^jftT**. 
(^-i8)£-&ft(V) SrTS /T-fe YTiVft Y 

i?Tn,*fr7*f-)wm*b* mm j. He t e 

rocyclic Chem. , 2 6, 205-207 
( 1 989) £##fcRj6SHh '2(^2. 2-^ 

ndfyx^rsya^AU, *b&* (xx) 
■cs*. «fefcft^*(xx) s-iHfcfettT, mar. 

3Hfc£ft(I :X~Y^CH = CH. A = N. Z = O<0 
i§£) fc-SdW* 4. 

(X*- A9) ( I : Z = OOi§£) £. flitf 

EP1 6 82 6 2^$-##tLT. **WML\)>kR 
i6gtNH 2 -RctRlSS^-C*%Wt^J ( I : Z = 
NRcO*&) *^jS-r*;4:*«T*4. 

(xdf-Aio) ft^ft (vii) *>f vi/ryma 

R' NCO(R' kLXWUVQA. +b\)<>I>±ti:lt 
•f—YR' NCO (R" blXlt. .X-f/k X-f/k r 

(xxi ) ^jftt-fcifc*^**. <fr&ft (xxi ) 

( 1 : X~Y-»CH = NC (=0) . 
A = N. Z = 0<7)*§£) Sr^^dt^T^S. 
[0055Hta* (XXI ) Mi(f*xy>, * 

SV«?nn*Mxx?7l'fcRJ63-fr, *»ft 
( I : X~Y-C ( = 0) N (R' ) C (=0) , A = 

N. Z = 0<7)%&) i&mhZbtfX'Zh. 
[0056] Vfe® ( V I I ) £ 3 . 3 - xT/Un* ^ 

Tuf^ygt^^kRKS*. *#5Hfc£* ( I : X 

~Y^C (=0) CH=CH, A = N, Z = OC0^) 

[ 0 0 5 7 ] ffi, ftgfli ( V I I ) b 9 DU*;W^ 
AVl/T-Y- hSTs MtttBu 1 1 . Chem. S 
oc. Jpn. . 6 1 , 2 2 1 7-2 2 1 9 ( 1 98 
8) l/CRl6;S*4£i:fc J: !K HRfc* 

$MHfc£«l ( I : X~Y->C (=0) NHC (=0) . 

A=N , Z=0<r>$&) Z^fcthZktfX'Zh. 
[0058] (VII) S^iT-fe 

f^n7^( bbKfcZit. T-bhTS (XX 
I I ) M:I<:tmi. ft^W (XXI I ) SrD 

( I : X~Y-CH = CHC ( = 0) , A = N, Z=0 
<7)W&) Zisfcth^btfX-Zh. 
(Xdf-Al 1 ) (V I I ) £7oog1#:?n5 



it&fa ( I : X~Y^CH 2 C ( = 0) . A = N, Z = 

[0059] (VII) Z**W)V9X3J4 Y 

bfcmZG. **W!fc£» ( I : X~Y->C (=0) C 
(=0) , A=N, Z=O£0^&) S-&flW6itj&«T 

[0060] fcSm (VII) tif>-x;W-;l/7^ 
JtvA F&SWi^oaxfvloOkfcxyl^o^ Yb 
$\ midiJ. Org. Chem. , Vol. 4 
4, No. 22. 3847-3858 (1979) tab 

zmtzixmzit&zbizx*) . *«PMteft 

( I : X~Y-CH 2 CH 2 S0 2 , A=N. Z=OC0*§ 

(X^-A12)ft^(VI I I) £7onRi8?n 

BJHt&ft ( I : X-Y-C^C (=0) NH. A = 
N, Z = 0(T)i$&) Z&fS.-t&lbtfX'ZZ. 

[0061] te&h (viii) trvtti'fim (x 

±9->VbKKZG. ( I : X-Y-C 

(=0) CH = N, A = N, Z = 0<0*§£) !> 

[0062] ft-s* ( v 1 1 1 ) & , mt-tf *xyy. 

bRmZlt. *%mt&fa ( I : X-Y^C (=0) N 

h, a=n , z=o^^) z-sm-hzbtfxth. 

(X^-Al 3) ft^ft (VI ) khHodr^TSy 
b$WbZitit&fa (XX I I I ) t L^f*. 

ptji.if*^yy, *xy^7-. hu*xy>^fc' 

*SClttJ;0, *$WHI:£«| ( I : X~Y-*C ( = 
O) O, A = N, Z = Oc7)*^) 

(X^f- A14) ft^fc (XXI V) fcT'D^r-bhT 

J. Org. Chem. , Vo 1 . 42, No. 1 
4. 24 4 8-2454 (1977) LT 
RJES-e-iikfcJtO. *«fllHt^* ( I : X-Y-C 
H = CH, A = CH, Z = 0<Oi§-£) Z'&fS.-fl'lbtf 
X'th. 

[0063] HLOM (xxiv) fcnnyyflSt «i 

ifNBS, NCS, «3R25&<r^JURfc. BPO^^JS 

a i BN#aTT'SJEE$-fr&ct izx y>*\ay/x+b> 

^b^j(XXV) ^|#^*;UAT5HtR 
flStf «TBWaWtt»**fSWt^« ( I : X-Y-C H 
=N. A = CH, Z = OCO^-) 5r^-Tl.^i:* { T-$ 

[00 64] ft&V>tt. -ft^J (XXV) ^TS^ffiS: 

?IAL. -fb^ft (xxvi ) ^ftjttt. wttrusp 

4, 04 4. 0 1 5%b'Z<miZlX*?&t,z£iX*>l> 
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*80 C I :X~Y-CH = N, A = CH. Z = 0^) 

5) (XXVI I ) fciS-^bSx 

*^8W*(XI I ) 2-Xj>*yt*x 
iVJWTiV^iVtrhy (XXVI I I ) 
*WPHfc&fc ( I : X~Y-N = CH, A = CH, Z = 

[0 0 6 5] A*-A*0>fk&l* (V) ftSVMi (V 

i ) M+wwrhm* *?>A)v*-)vm**:ti 
ixtM^Tcox-itzik&ifazm^xKmz'fi ->x & j 

[00663 

[HSSW3 JaTfc*f^^1W3J:V4»IB*<^*ffl* 

C^JSWl) 8- C2. 7-y'7;^D-3, 4-vt 
Fo- V-4- ( 2 -7Dt-;H -2H- 
l. 4-'<yy^-9->'>-6->f;w] -7. 8-^'t 
h'o-5-hU7;l/5Tn^^-yM C 1 , 2-a) 

trySx'y-7-^-y CttMHteMNo. 244 )o 



[0067] 
Hfc2 2 ] 



[0068] 8- (2. 7-J/7/M-0-3, 4-i/t 
Hn-3-^=JfV-2H-i . 4 -^yy'jj-df-tj/y- 
6-4;10-7. 8-^tHD-5-h'j7/^D^^- 

;Msrvci. 2-a] try syy-7-*>o. 6 

g „ ruJVU^/Ufa 5 H 1 . 0g, 'J <7 A 0 . 
6g, T-th~hU)U30m\com.^^3mmtafm 
SLfc. ®&£ME&£U fetl&ig* 2 0 0 m 1 £Jd 

U M*.VS£t?7*i/ilJ>X-$m Lfc. ffij»»«E«£ 
fit, ^'J*y^4«lW«R (BUSSSt : Mfcx*^/^ 
^■9-^=1/1 ) THS!U 0. 4 5gc7)SWfe&efe 

1 H-NMR (ppm) 2. 23~2. 24 (m, 1 
H), 4. 61-4. 77 (m, 2H). 6. 06 
(d, J = 50Hz, 1H) , 6. 64 (s. 1H) , 



7. 02-7. 40 (m. 4H) CCDC 1 3 ] 
mp 102-1 04'C 

C^SSA^) 8- C3, 4-i/'t Ho-3-3fdrV-4 
- - 2. 2. 7-HJ7/M-Q-2 

H-l. 4-<>-y^Jf-9-^>'-6— <f;lO -7, 8- 
y t Kn - 5 - MJ 7 WD^f ;W 5^/(1, 2- 
a] VV*i;>-7-*> (*TONo. 24 
5) 

[0069] 
Hfc2 3] 



[0 070] 8- C3. 4-^'t Hn-3-3j-#V- 
2. 2. 7-M»7;P*n-2H-l , 4-<yV^=Jf 
-7, 8-^'hKo-5-hU7^ 
*n.X?-;M C 1. 2-a) fj $. } Jy-7-* 

yo. 3g, rww-^n s v o . 7 g , m&*3 y 

7A0. 3g, i^f-;U*;kAT$ K 1 0m 1 COS^ 
* 1 3 O-C-C'3 0a*ffLfc. s-^^taw*tg*i 0 

omi wzm. wm^ivx-m^Ltz. ttmuszma 
m^iv/^*+ry= 1/1 ) -cwrl. o. i2go 

•H-NMR (ppm) 2. 39~2. 4 2 (m, 1 
H) , 4. 65-4. 82 (m. 2H) ,6.69 
(s, 1H) . 7. 0 3-7. 5 1 (m, 4H) [CD 
C 1 3 D 

mp 1 92-1 94*C 

[0071 ] Mill*] 

[0072] 

Hfc2 4] 



[0073] 



No. R2 R3 



R4 



209 CI 0CH 2 SMe 

210 CI 0-(tetrahydrofuran-3-yl) 

211 CI 0-(2,3-epoxypropyl) 



mp 39- 41°C 
mp 133-13TC 
mp 126-128*C 
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[0074] 



[0075] 



[0076] 



212 


CI 


0-(3-Cl-5-CF 3 -2-pyridyl) 


H 


mp 61- 65*C 


213 


CI 


OCH 2 OCH 2 Ph 


H 


n D 20. 7 1.436J 


214 


CI 


0- (tetrahydrof uran-2-y 1 ) 


H 


mp 175-179°C 


215 


CI 


OCH 2 OCH 2 CH 2 OMe 


H 


n D 2! -o 1.5263 


216 


CI 


0C(=0)-(4-MeO-phenyl) 


H 


mp 70- 73°C 


217 


CI 


0C(=0)-(4-F- P henyl) 


H 


mp 75- 78°C 


218 


CI 


OCH 2 -(tetrahydrof uran-2-yl ) 


H 


mp 134-137C 


219 


CI 


0CH 2 - (2 , 2-d i inethy 1 -1 , 3-d i oxol ane-4-y 1 ) 


H 


mp 45- 48°C 


220 


CI 


CO 2 C(Me) 2 C0 2 CH 2 CH=CH 2 


H 


mp 129-13rC 


221 


CI 


OCH(CH 2 OEt) 2 


H 


mp 86- 88°C 


222 


CI 


0CH 2 - ( tetrahydropyran2-y 1 ) 


H 


mp 167-169°C 


223 


CI 


0CH(C0 2 Et) 2 


H 


mp 30- 33°C 


224 


CI 


0CH 2 -(2-furyl) 


H 


mp 170-173C 


225 


CI 


0CH 2 CH 2 0CH=CH 2 


H 


m P 163-166*C 


226 


CI 


0CH 2 CH 2 SMe 


H 


mp 88- 90*C 


227 


CI 


0- (2-cyc 1 ohexen- 1-y 1 ) 


H 


m P 37- 40'C 


228 


CI 


OCH 2 CH 2 OCH 2 CH 2 Cl 


H 


mp 105-107C 


229 


CI 


OCH 2 CH 2 OCH 2 CH<H 2 


H 


mp 78- 80'C 


230 


CI 


0CH 2 CH 2 0Ph 


H 


mp 35-3SX 



[^2] 



No. R2 R3 



R4 



231 


CI 


0CH 2 CH 2 0-(2-Cl -phenyl) 


H 


mp 137-139°C 


232 


CI 


OCH 2 CH 2 OCH 2 CH 2 OMe 


H 


mp 98-100°C 


233 


CI 


0CH 2 CH 2 0CH 2 CH 2 0CH 2 CH 2 C1 


H 


mp 67- 70°C 


234 


CI 


0CH 2 CH(Me)0Ph 


H 


mp 105-107C 


235 


CI 


0CH(Me)CH 2 0C 6 H 6 


H 


n D 24.9 1.4918 


236 


CI 


0CH 2 -(tetrahydrof uran-3-yl ) 


H 


mp 123-125°C 


237 


CI 


OCH 2 CH 2 CH 2 SMe 


H 


rap 60- 62*C 


238 


CI 


0CH 2 CH 2 0CH 2 CH 2 0Et 


H 


rap 98-100'C 


239 


CI 


0-(indan-2-yl) 


H 


mp 151-153°C 


240 


CI 


O-(indan-l-yl) 


H 


rap 69- 7rC 


241 


CI 


NHC0CH 2 0C(=0)Me 


H 


mp 195-198 6 C 


242 


CI 


N(C0CH 2 0C(=0)Me)CH 2 C=CH 


H 


mp 140-142°C 


243 


0C(=0)N(CH 2 C=CH) 


H 


mp 80- 8?C 


244 


0C(F)HC(=0)N(CH 2 C-CH) 


H 


mp 102-104°C 


245 


OCF 2 C(=0)N(CH 2 C=CH) 


H 


rap 192-194'C 


246 


CI 


0- (tetr ahydropyran-4-y I ) 


H 


rap 180-182°C 


247 


CI 
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0-(2-cyclohexen-l-yl), OCH 2 CH 2 OCH 2 CH 2 Cl 
, OCH 2 CH 2 OCH 2 CH = CH 2 . OCH 2 CH 2 OPh. OCH 2 CH 2 0- ( 
2-C 1 -phe ny 1 ) , OCH 2 CH 2 OCH 2 CH 2 OMe N 0CH 2 CH 2 O 
CH 2 CH 2 OCH 2 CH 2 C 1 , OCH 2 CH (Me)OPh, OCH (Me)C 
H 2 OPtu OCH 2 - (tetrahydrofuran-3-yl) . OCH 
2 CH 2 CH 2 SMe. OC H 2 C H 2 OC H 2 C H 2 OE t N O- ( i ndan-2 
-yl) > O- (indan-l-yl) , O- (tetrahydropyr 
an-4-y 1 ) . OCH (CH 2 C 1 ) CH 2 OMe, OCH 2 -(2H, 3H 
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CH 2 COEt. OCH 2 COPr, OC H 2 - ( 2 - p y r i d y 1 ) s OCH 2 
-(3-pyridyl) s OCH 2 - (3-methy 1 oxetan-3- 
y 1 K OCH (Ph) C^N S OCH (Me) C = N, OCH (Et) C = N 
. OCH 2 - (cyciohex-3-enyl) , OCH (Pr) C = N, O 
CH (Me)COMe. OCH (Et ) COMe , 
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(Me ) C^CH, OC (Me ) 2 C = CH, OCH 2 CH 2 CH 2 F, OCH 2 C 
H 2 F X OCH 2 CH 2 CF 3 , OC H 2 C H 2 C H 2 C 1 x OCH (CH 2 F) 2% O 
CH 2 OMe. OCH 2 OEt, OCH 2 CH 2 OMe > OCH 2 CH 2 OEt, OC 
H 2 CH 2 OCH 2 CH 2 OMe. CH 2 CH = CH 2 % CH 2 C=CH, CH 2 C = 
N, CH 2 CH 2 F S CH 2 CH 2 C U CH 2 CH 2 CH 2 F s CH 2 OMe. OM 
e. OEt, CH 2 OEt, CH 2 CH 2 CH 2 C 1 % CH 2 CH 2 CH 2 CH 2 F, C 
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CH = CH,*jfcliCH (Me) C = N 
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neo-Pn ; CH 2 C (CH 3 ) , 
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3 


3 


5 




2 14 


0. 


64 


4 


3 


3 




2 1 5 


0. 


64 


5 


0 


5 




2 1 6 


0. 


64 


4 


0 


4 




2 1 7 


0. 


64 


5 


2 


5 




2 18 


0. 


64 


5 


5 


5 




2 1 9 


0. 


64 


5 


4 


5 




220 


0. 


64 


1 


1 


2 




221 


0. 


64 


4 


3 


4 




222 


0. 


64 


4 


1 


4 




223 


0. 


64 


1 


0 


2 




224 


0. 


64 


4 


3 


4 




225 


0. 


64 


4 


3 


5 




226 


0. 


64 


0 


1 


4 





(61) J00-247975 (P2000-247975A) 



2 27 


0. 


64 


5 


2 


4 


2 28 


0. 


64 


5 


1 


5 


229 


0. 


64 


5 


2 


5 


230 


0. 


64 


5 


2 


4 


231 


0. 


64 


1 


0 


3 



[0 1 403 [fill] 



its® m. 

No. g/a ABC 



232 


0. 


64 


5 


2 


4 


2 33 


0. 


64 


3 


3 


5 


2 34 


0. 


64 


3 


2 


4 


2 3 5 


0 . 


64 


5 


3 


5 


236 


0. 


64 


5 


3 


5 


237 


0. 


64 


0 


0 


3 


238 


0. 


64 


4 


4 


4 


239 


0. 


64 


1 


0 


0 


240 


0. 


64 


1 


0 


2 


24 1 


0. 


64 


0 


0 


4 


242 


0. 


64 


0 


0 


4 


243 


0. 


64 


5 


4 


5 


244 


0. 


64 


5 


5 


5 


245 


0. 


64 


5 


5 


5 


246 


0. 


64 


5 


4 


5 


247 


0. 


64 


5 


4 


5 


248 


0. 


64 


5 


4 


4 


249 


0. 


64 


5 


4 


5 


250 


0. 


64 


5 


5 


5 


2 5 1 


0. 


64 


5 


4 


5 


2 52 


0. 


64 


5 


4 


5 


2 53 


0. 


64 


5 


4 


5 



[0141] 






[^12] 












No. 


g/a 


ABC 



2 54 


0. 


64 


4 


4 


4 


255 


0. 


64 


5 


4 


4 


256 


0. 


64 


5 


5 


5 


2 57 


0. 


64 


1 


1 




258 


0. 


64 


2 


1 


4 


259 


0. 


64 


5 


4 


5 


260 


0. 


64 


0 




3 


26 1 


0. 


64 


5 


4 


•5 


262 


0. 


64 


4 


4 


4 


263 


0. 


64 


4 




4 


264 


0. 


64 


1 




1 



(8 2) )00-24797 5(P200 0-247 975A) 



265 0. 64 4 3 3 

266 0. 64 5 4 4 

267 0. 64 4 4 4 



CS4-3iS] . [£13] 

[0142] 





V 


t 


c 
r 




H 


1 


i 

J 


K 


L 


M 


N 


b 


c 


d 


e 


£ 
I 


209 


1.6 


r 


r 


r 
D 


A 

4 


r 

5 


5 


5 


5 




5 


5 


3 


1 


0 


4 


5 


210 


1.6 


c 


c 
3 


A 

4 


4 


cr 


b 


r 

5 


5 




5 


r- 

5 


A 

4 


1 


A 

0 


4 


c 

5 


211 


1.6 


c 
D 


1 
1 


1 


A 

u 


r 

D 


4 


5 


5 


5 


1 


1 


0 


0 


0 


0 


5 


212 


1.6 


A 


A 
0 


A 


A 

0 


A 

0 


A 

0 


A 

0 


3 


0 


0 


0 


0 


0 


0 


0 


1 


213 


1.6 


1 


2 


1 


A 

0 


2 


0 


3 


4 


5 


5 


5 


1 


0 


0 


0 


5 


214 


1.6 


4 


A 

4 


A 

4 


■"> 

3 


5 


3 


1 


5 


3 


5 


3 


4 


4 


3 


4 


5 


215 


1.6 


j 




A 

4 


4 


5 


4 


r 

5 


5 


5 


5 


5 


4 


3 


5 


3 


5 


216 


1.6 


3 


-> 
3 


4 
1 


A 

0 


5 


1 


1 


5 


0 


3 


0 


0 


1 


0 


0 


0 


217 


1.6 


A 

4 


A 

4 


4 
1 


2 


r- 

5 


2 


0 


5 


1 


2 


1 


4 


3 


3 


1 


4 


218 


1.6 


5 


5 


2 


3 


5 


5 


5 


5 


5 


5 


5 


4 


4 


3 


1 


5 


219 


1.6 


5 


5 


2 


3 


5 


5 


5 


5 


5 


5 


5 


4 


3 


3 


2 


5 


220 


1.6 


3 


3 


0 


1 


3 


4 


5 


4 


4 




0 


2 


0 


0 


1 


1 


221 


1.6 


5 


4 


1 


1 


5 


0 


4 


5 


5 


5 


1 


5 


4 


3 


1 


5 


222 


1.6 


5 


5 


1 


2 


5 


5 


5 


5 


5 


5 


4 


5 


4 


4 


2 


5 


223 


1.6 


0 


0 


0 


0 


0 


0 


0 




0 


4 


1 


0 


0 


0 


1 


2 


224 


1.6 


4 


3 


0 


0 


3 


0 


4 


4 


5 


0 


0 


0 


0 


0 


0 


2 


225 


1.6 


5 


4 


0 


0 


4 


4 


5 


5 


5 


5 


5 


0 


1 


2 


0 


5 


226 


1.6 


2 


0 


0 


0 


3 


2 


5 


5 


5 


0 


0 


1 


0 


0 


0 


5 


227 


1.6 


5 


4 




4 


5 


1 


5 




5 


5 


5 


1 


0 


0 


1 


5 


228 


1.6 


5 


5 




4 


5 


5 


5 




5 


5 


5 


4 


1 


0 


2 


5 


229 


1.6 


5 


5 




5 


5 


5 


5 




5 


5 


5 


4 


1 


0 


3 


5 


230 


1.6 


5 


4 


5 


5 


3 


2 


5 




5 


5 


5 


0 


0 


0 


5 


5 


231 


1.6 


2 


1 


0 




3 


5 


4 




5 


5 


5 


0 


0 


0 


0 


4 



E0143] [^14] 



it^Wo. &Mg/a DEFGHI JKLMNbcdef 



232 


1.6 


5 


5 


2 


4 


5 


5 


5 




5 


5 


5 


5 


3 


4 


1 


5 


233 


1.6 


5 


4 


0 


0 


5 


3 


5 


5 


5 


5 


3 


2 


0 


1 


2 


5 


234 


1.6 


0 


1 


1 




2 


0 


4 


1 


4 


4 


4 


0 


0 


0 


0 


5 


235 


1.6 


5 


4 


1 


2 


5 


2 


5 


5 


5 


5 


4 


0 


1 


1 


1 


5 


236 


1.6 


5 


5 


3 


4 


5 


5 


5 


5 


5 


5 


5 


5 


3 


3 


4 


5 


237 


1.6 


4 


4 


0 


0 


5 


5 


5 


5 


5 


5 


1 


4 


2 


2 


1 


5 


238 


1.6 


5 


4 


4 


2 


5 


5 


5 


5 


5 


5 


5 


4 


2 


3 


4 


5 


239 


1.6 


4 


4 


2 


3 


2 


1 


4 


5 


0 


4 


5 


0 


0 


0 


1 


5 


240 


1.6 


4 


3 


2 


3 


5 


1 


5 


5 


5 


5 


4 


0 


0 


0 


1 


5 


241 


1.6 


4 


0 


0 


0 


3 


1 


2 


5 


0 


0 


0 


0 


0 


0 


0 


0 


242 


1.6 


3 


1 


0 


0 


3 


1 


4 


5 


5 


1 


0 


0 


1 


1 


0 


3 


243 


1.6 


5 


5 


5 


5 


5 


5 


5 


5 


5 


5 


5 


5 


3 


4 


4 


5 


244 


1.6 


5 


5 


4 


4 


5 


5 


5 


5 


5 


5 


5 


4 


1 


5 


4 


5 



(B3) )00-247975 (P2000-247975A) 



245 
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5 


5 


5 


5 
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5 
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5 


246 
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5 


5 
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5 
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2 
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5 


247 
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5 


5 


4 


5 


5 


4 


0 


0 
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5 


248 


1.6 


4 


4 
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0 


3 


1 


4 


5 


5 


5 


4 


0 


0 


0 


0 


4 


249 


1.6 


5 


4 


2 


2 


4 


2 


4 


5 


5 


2 


5 


0 


0 


0 


3 


4 


250 


1.6 
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5 


4 


4 
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5 


5 


5 


5 


5 


5 


4 
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5 
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1.6 
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5 


5 


5 


5 


5 


4 


1 


1 


3 


5 


252 


1.6 


5 


4 


1 


2 


5 


3 


5 


5 


3 


5 


5 


0 


0 


0 


3 


5 


253 


1.6 


5 


5 


3 


3 


5 


4 


5 


5 


5 


5 


5 


3 


1 


1 


3 


5 
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1.6 
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it^tio. ^fig/a 
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4 
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1.6 


5 


5 
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5 


5 


5 


5 


3 


4 


1 


1 


2 


5 


263 


1.6 


5 


4 


1 


1 


5 


5 


5 


5 


5 


5 


3 


4 


2 


1 


1 


5 
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1.6 


1 


0 
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1 


3 






5 


0 
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0 


0 


0 


5 
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1.6 


5 


5 


3 
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5 


4 


4 
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5 


5 


1 


3 


1 


3 


5 


266 


1.6 


5 


5 


3 


3 
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5 




5 


5 


3 


0 


1 


1 


5 


267 


1.6 
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5 
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3 


5 


4 


5 


5 


4 


5 


5 


4 


1 


3 


1 


5 



[0145] 



-fL-^No. Igfig/a DEFGHIJKLMNbcdef 



209 


1.6 


5 


5 


5 


4 


5 


5 


5 


5 


5 


5 


5 


4 


5 


5 


4 


5 


210 


1.6 


5 


5 


5 


5 


5 


5 


5 


5 


5 


5 


5 


4 


5 


5 


4 


5 


211 


1.6 


5 


4 


2 


2 


5 


5 


5 


5 


5 




5 


3 


4 


4 


2 


5 


212 


1.6 


2 


1 


1 


1 


4 


3 


5 


4 


5 


4 


3 


2 


2 


5 


1 


4 


213 


1.6 


5 


5 


2 


3 


5 


5 


5 


5 


5 


5 


5 


3 


4 


5 


2 


5 


214 


1.6 


5 


5 


5 


4 


5 


5 


5 


5 


5 


5 


5 


4 


5 


5 


4 


5 


215 


1.6 


5 


5 


4 


4 


5 


5 


5 


5 


5 


5 


5 


4 


4 


5 


4 


5 


216 


1.6 


4 


4 


2 


2 


5 


5 


4 


5 


5 


5 


5 


3 


5 


5 


2 


5 


217 


1.6 


4 


4 


3 


2 


5 


4 


4 


5 


4 


5 


5 


4 


4 


5 


4 


5 


218 


1.6 


5 


5 


2 


4 


5 


5 


5 


5 


5 


5 


5 


5 


5 


5 


2 


5 


219 


1.6 


5 


5 


3 


5 


5 


5 


5 


5 


5 


5 


5 


5 


5 


5 


5 


5 


220 


1.6 


4 


4 


1 


1 


5 


4 


5 


5 


5 


5 


5 


2 


3 


5 


2 


5 


221 


1.6 


5 


4 


1 


2 


5 


4 


4 


5 


5 


5 


5 


5 


4 


5 


1 


3 


222 


1.6 


5 


5 


1 


3 


5 


5 


5 


5 


5 


5 


5 


5 


4 


5 


1 


5 


223 


1.6 


0 


0 


1 


0 


3 


4 


5 


5 


5 


1 


3 


0 


2 


3 


1 


1 


224 


1.6 


3 


2 


1 


2 


5 


4 


5 


5 


5 


5 


5 


1 


2 


5 


1 


5 



(S4))00-247975 (P2000-247975A) 



225 1.6 2 1 1 1 5 5 5 5 5 5 5 0 3 5 1 1 

226 1.6 34115555555255-5 

227 1.6 5532555555545515 

228 1.6 45-4555555544525 

229 1.6 5 5 5 5 5 5 5 5 5 5 5 3 5 5 5 5 

230 1.6 4553555555535525 

231 1.6 0210545-55515515 



[0146] [*17] 



ib&Wo. 3gMg/a DEFGHIJKLMNbcdef 



232 1.6 5545555-55555535 

233 1.6 4 4 2 3 5 5 5 5 5 5 5 1 4 5 1 5 

234 1.6 23025-5555514505 

235 1.6 5555555555525545 

236 1.6 5543555555545545 

237 1.6 5531555555424515 

238 1.6 5532555555555545 

239 1.6 5424555555523525 

240 1.6 5 5 0 4 4 5 5 5 5 5 5 2 4 5 1 5 

241 1.6 4200535545312505 

242 1.6 3100535453314505 

243 1.6 5454555555545555 

244 1.6 5555555555545545 
.245 1.6 5555555555555545 

246 1.6 5443555555535545 

247 1.6 5443555555535525 

248 1.6 5 4 1 2 5 5 5 5 5 5 5 3 4 5 2 5 

249 1.6 5 5 4 2 5 5 5 5 5 5 5 3 5 5 3 5 

250 1.6 5 4 5 5 5 5 5 5 5 5 5 5 5 5 4 5 

251 1.6 5 5 1 5 5 4 5 5 5 5 5 4 5 5 2 5 

252 1.6 54555555-5534525 

253 1.6 5554555555535535 

254 1.6 5 4 2 3 5 5 5 5 5 5 5 4 4 5 1 5 



[0147] [S18] 



it-SfyWo. mS&/& DEFGHIJKLMNbcdef 



255 1.6 5 4 1 0 5 5 5 5 1 5 5 3 4 5 1 5 

256 1.6 5523555555544515 

257 1.6 4 1 1 2 5 5 5 5 5 5 5 2 4 5 0 5 

258 1.6 5 4 1 2 5 4 5 5 5 5 5 3 4 5 0 5 

259 1.6 5555555555555555 

260 1.6 2100535555233505 

261 1.6 5544555555554535 

262 1.6 5 5 3 2 5 4 5 5 5 5 5 4 4 5 2 5 

263 1.6 5521555555444515 

264 1.6 5311555-35433515 



(0 5) )00-247975 (P2000-247975A) 



265 1.6 5554545-45555535 

266 1.6 - 554555-55545535 

267 1.6 5 4 4 5 5 5 5 5 5 4 5 5 4 5 2 5 



(51) Int. Cl. 7 




C07D 487/04 


148 


AO IN 43/90 


104 




1 0 5 




106 


C0 7D 498/04 


105 


513/04 


38 1 


519/00 


30 1 



mmm mm 



FI (##) 
C 0 7 D 487/04 1 4 8 

AO IN 43/90 1 04 

1 0 5 

106 

C 0 7 D 498/04 1 0 5 

513/04 3 8 1 

519/00 3 0 1 

(72)&bm m HZ 

F?-A(##) 4C050 AA01 BB03 BB04 BB05 BB06 
BB07 BB08 CC08 EE02 EE03 
EE04 EE05 FF02 FF03 FF05 
GG02 GG03 GG04 GG05 HH01 
HH02 

4C072 AA01 BB02 CC03 CC11 CC16 

EE02 EE15 FF09 GG07 HH02 

HM06 UU02 
4H011 AB01 AB02 BA05 BB09 BC06 

BC07 DA02 DAB DA15 DA16 

DD04 



